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Amendments to the Claims 

This listing of claims will replace all prior versions, and listings, of claims in the 
application. 

Listing of Claims: 

1 to 35 (canceled): 

36 { previously presented): A process for the preparation of serine protease inhibitor 
compound of formula ( !) 

r 

(0 

wherein; 

R 2 is:- 

(i) phenyl optionally being substituted in the 3 and/or 4 position by halo, nitro. thiol 
haloalkoxy, hydra/ido, aikylhydrazido, amino, cyano, haloalkyl, aikylthio, alkenyl, alkynyl, 
acylamino, tri or difluoromethoxy, carbon v. acyloxy, MeS02- or Rj, and optionally substituted 
at the 6 position by amino, hydroxy, halo, alky I, earboxy, alkox\ -carbony!, cyano, araido 
(CONH 2 X aminoaikyl alkoxy or aikylthio; 

(ii) napbth-2-yl optionally substituted at the 6 or 7 position by halo, haloalkoxy, 
haloalky l, cyano, nitro, amino, hydrazido, aikylthio, alkenyl, alkynyl or R jj and optionally 
substituted at the 3 position by amino, hydroxy, halo, alky I, earboxy, cyano, amido, aminoaikyl. 
alkoxy or aikylthio; 

(in) isoquinolin-7-yl, indol-5-yl, indol-6-yl, indazol-5-yl, indazol-6-yI, benzothia/ol-6- 
yl or ben?jsoxa?,ol-5-yl optionally substituted at the 3 position by halo, haloalkoxy, haloalkyl, 
cyano, nitro, amino, hydra/tdo. aikylthio, alkenyl, alkynyl orRy; 

(iv) ben/traida/ol-5-yl or benzothia/.ol-6-yl optionally substituted at the 2 position by 

amino; 

(v) thien-2-yl or thien-3-yl optionally substituted at the 4 or 5 position by halo, 
haloalkoxy. haloalkyl. cyano. nitro. amino, hydrazido, aikylthio, alkenyl, alkynyl or Rf ; 
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(vi) 3,4-methyl«iedio^ph^I,2^^1^dromdol-6-yI, 3,3-dichloro-2-oxo-ttidol-6-yl 
or Inmethyl-S-aminoindazol-S-yl; 

(vii) bena;o(hw.o1~2-yl, miidazo(.1.2-ajpyrimidiii-2-yl ortetrahydro- 
i m i ila/o | i,2-aj py rimidin-2-y!; 

(viii) pyrazoi-2-yl optionally substituted at the 5 position by halo, haloalkoxy, 
haioalkyl, cyano. nitro, amino, hydrazido, alkyHhio, alkenyl, aikynyl or R|; 

(ix) pyrid-2-yl optionally substituted at the 5 posil n b hal laloalkox) haioalkyl, 
cyano, nitro, amino, hydrazido, alky tthio, aikenyi, aikynyl or Ri ; 

<x) pyrid-3-yl optionally substituted at die 6 position by halo, haloalkoxy, haioalkyl, 
cyano, nitro, amino, hydrazido. alkyhhio, alkenyl, aikynyl or R] ; 

(xi) beiizofur-2-y'l optionally substituted at the 3 position by amino, hydroxy, halo, 
alkyi, carboxy. cyano, amido. arniooaJkyi, aikoxy or alkylfhio and at the 5 or 6 position by halo, 
haloalkoxy. haioalkyl. cyano, nitro, amino, hydrazido, alkyHhio. alkenyl. aikynyl or Rjj; 

(xii) indol-2-y 1 optionally substituted on the indole nitrogen atom by alky] and 
optionally substituted at the 5 or 6 position by halo, haloalkoxy, haioalkyl, cyano, nitro, amino, 
hydrazido, alkyHhio, alkenyl, aikynyl or Rjj; 

(xiii) indol-6-yl substituted at the 5 position by amino, hydroxy, halo, alkyi, carboxy, 
alkoxycarbonyl, cyano, amido, aminoalkyl, aikoxy or alkyhhio arid optionally substituted at the 3 
position by halo, haloalkoxy, haioalkyl, cyano, nitro, amino, hydrazido, alkyHhio, alkenyl, 
aikynyl or Rjj; or 

(xiv) benzo| bjthiophen-2-yl optionally substituted at the 3 position by amino, hydroxy, 
halo, alkyi, carboxy. cyano, amido, aminoalkyl. aikoxy or alkyHhio and at die 5 or 6 position by 
halo, haloalkoxy, haioalkyl, cyano, nitro, amino, hydrazido, aJkylthio. alkenyl aikynyl or Rjj; 

with the proviso that R2 cannot be aminoisoquinolyl; 
or R-? is a group of formula IF') or (W) 




(P) or 



(H 1 ) 



wherein X.4 is O or S, and Rj3 is selected from hydrogen, fluoro, chloro and methyl; 



-X-X- is -CONH-; 
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Rj is hydrogen, hydroxy, aikoxy, alky). alkylaminoalkyl. alkanoyt hydroxyalkyl, 
alkoxyalkyl aikoxy carbonyS, alkylaminocarbonyl, alkylamino, carboxyl, carboxy methyl amido 
or amidemethy I: 

R | j is hydrogen, hydroxy, aikoxy, alky I alkanoyk hydroxy alkyl, alkoxyaikvl, 
aikoxycarbonyk alkylamino, carboxyl, carboxy methyl, amido or amidomethyi; 
Y is a CM group; 

Cy is an optionally K.y, substituted: phenyl group, or a phenyl group substituted by 

R 3i X i; 

each R-} a in ef ntiy i hydro en hydroxy! likoxx iralkyioxj ?ik\l 
alkylaminoalkyl hydroxy methyl carboxy, alkoxyaikvl, alkoxycarbonyl alkylaminocarbonyl. 
aminomethyi, CONN?. CH2CONH2. (l-6C)alkanoylamino, aikoxycarbonylamino, amino, halo, 
cyano. nitro. thiol, aikylthio, aikyisulphonyl aikylsulprieny). fnaxolvl, umdazohl tetrazoiyl. 
hydrazide, aJkylitnsda/oiyl, thiazolyl. aikykhiazolyl alkyloxaxolyl oxazolyi. 
aikylsulphonamido, aiky I aminos ulphonyl ammosulphonyl haloalkoxy, haloalkyl, a group of the 
formula -C(X 3 )N(R 1 1 )R 12 (wherein X 3 is 0 or S; and R 1 1 and R 1 2 are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pyrro lidi n- 1-yl, pi peri din- 1 -y ! or morpholino group), or -OCH2O- which i s bonded to two 
adjacent ring atoms in Cy; 

Xi is a bond, O, NH or CIK 

R3i is phenyl, pyridyl or pyrimidinyl optionally substituted by R3 a ; 
and 

-L-Lp(D) n is of the formula: 




in which R r is ~(CH2) C -R C , -CHR e Rf, -CH 2 -CHR e R|; -CH 2 -CH2-CHR e Rf, or R g in which c is 
1 or 2; R c is tfeienyi, thiazolyKwhich may bear an amino substituent), isothiazolyl oxaxohl 
isoxazolyl pyraz.olyl imidazolyl, pyridyl {which may bear an alky I sulphonyl aminosuiphonyl 
alkylammosulphonyl, alkylaminocarbonyl, amino, amido, ( I -4€)aikoxycarbonyl, carboxy } 
acets lamino, chloro, fluoro, cyano, (l-3C)alkyl trinuoromethyl. methoxy, ethoxy, nitro, 
hydroxy, aikylsulphonylamino, triazolyl or tetrazoiyl substituent), pyrimidinyl, pyridazinyl, 
pyrazimi or phenyl (which may bear a methy l, methylami.no. dimethylamino, carboxy, 
dialkylaminosulphonyi, alkylsul phony 1, ammosulphonyl al ky lami nos ul phonyk 
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alkylamioQcarbonyl, amino, amido, alkoxycarbonyk acetylamino, chloro, fluoro, cy ano, 
meihoxy. eihoxy. nitro, hydroxy, alkylsulphonylamino, triazolyl or tetrazolyl substituent); each 
of R e and Rf independent!) is hydrogen or Cj^alkyl; or CHR e Rf is cyciopentyi (which may 
bear a hydroxy, amino, (l-3C)alko\y, (l-3C)hydroxyalkyf, f i-3C)alkyl, carboxy, 
rnethoxycarbonyl or eihoxy carbony I substituent at (he 3- or 4-position). cyclohexyl (which may 
bear a hydroxy, amino. (l-3C)alkoxy, (1-3C)hydroxya?kyl (!-3C)alky ], carboxy; 
rnethoxycarbonyl. or eihoxy carbony I substituent at the 3- or 4-position). tetrahydropy ran-4-yl . 
tetrahydrothiopyran-4-yl. pyrrolidin-3-yl (which may bear a hydroxy, ammo. (l-3C)alkoxy, 
( 1 -3C)hy droxy a! ky 1. (1-3C)alkyl. carboxy. rnethoxycarbonyl or ethoxycarbonyi substituent at the 
1 -position), piperidin-4-yl (which may bear a hydroxy, amino, (1-3C)aikoxy, 
(l-3C)hy droxyaikyl, (l-3C)alkyl, carboxy; rnethoxycarbonyl or ethoxycarbonyi substituent at the 
1 -position), or indan-2-yl; and Rg is X b - 1 , l-dioxoben*o(b] thi ophen-7-y 1 ; 

or a physiologically-tolerable salt thereof; 
which process comprises 
(a) reacting a compound of formula (50) 



H 2 N-Y-(Cy)-L-Lp(D) n 
(10) 

with a compound of formula Rj-COOH, under amide bond-forming conditions: or 
b) when R r is -(CH2) C -R C , reacting a compound of formul a (11) 





OHC-(CH2) c .i-R c 
(12) 



in the presence of a reducing agent; 

followed if a salt .is required, by forming a plr » i gicaih acceptable salt 



37 (previously presented): A process as claimed in Claim 36, in which the compound of 
formula 0) is selected from. 

1 -(hidaie-6-carbony I -D-pheny 1 gly cinyl)-4-|2-(4-pyridinyl.)ethy!|ptpera/ine; 
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i -(3-('hio.romdoie-6-carbonyi-D-phenylg!ycinv D-4-( 2-{4-pv Hdiflyl)ethyl]piperad.ne; 
1~(4-Methoxybenzoyl-D-ph6ny^ 
Wlndole-6-carbony l-D-phenvigK cmvlM^ 
l<4-Methoxyben£oyl-D-(2-chlorophenyl)gh^^^ 

1 Klndoie^carbiw yl-D-(2-<^oro}Aenylfelydny l>4-( 1 -methyIpipejidin-4-yi)piperazine; and 
1 ^4-Meihoxyben*oyl~D-(2-tri fiuorora^yIphmyl)g]ycmyi)-4-{ 1 -methy ipipendm-4-yI)- 
piperazine; 

and physiologically -tolerable sails thereof. 
38-39 (cancelled): 

40 (previously presented): A compound of formula (1 1) 



(i) phenyl optionally being substituted in the 3 and/or 4 position by halo, nitro, thiol, 
haloalkoxy, hydra«do, alkylhydrazido, amino, cyano, haloaikyl. alkylthio, alkenyl alkynyl, 
acylamino, tri or difluoioraethoxy, carboxy, acyloxy, MeSCb- or R|, and optionally substituted 
at the 6 position by amino, hydroxy, halo, alky I, carboxy, alkoxycarbonyL cyano, amido 
(CONH2), aminoalkyl . alkoxy or alkylthio; 

(ii) naphth-2-y] optional!} substituted at the 6 or 7 position by halo, haloalkoxy, 
haloaikyl. cyano, nitro.. amino, hydra/ido, alkylthio,. alkenyl. alkynyl or R|j and optionally 
substituted at the 3 position by amino, hydroxy,, halo, alkyi, carboxy, cyano, amido, aminoalkyl, 
alkoxy or alkylthio; 

(hi) isoquinolm-7-yl, indol-5-yl, mdol-6-yh inda/.ol-5-yi, inda/,ol-6-yl, benzotrmuol-6- 
y| or benzisoxazol-5-y| optionally substituted at the 3 position by halo, haloalkoxy, haloaikyl, 
cyano. nitro, amino, hydrazido. alkylthio, alkenyl, alkynyl or Rjj, 

(h ) benzimidazol-5-yl or benzothiazol-6-yl optionally substituted at the 2 position by 

amino; 




(1.1) 



in which: 



R 2 is > 
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(v) thien-2-y i or thien-3-yl optionally substituted at the 4 or 5 position by halo, 
haloalkoxy. haloaikyl cyano, nitro, amino, hydrazido, alkylthio, alkenyl alkynyi or Rj ; 

(vi) 3,4snethylenedioxyphenyl 2.3-dihydroindol~6-yL 33-dich!oro~2-oxo~itidol-6-yl 
or i -raethy I -3-aminomdazo!-5-y ! ; 

Hi!} benzothiazol-2-yL imidazop ,2-a|pynmidi.n-2-yl or tetrahydro- 
imidazo[ 1 .2-a|pyrirutdi u-2-yl; 

(viii) pyrazol-2-yl optionally substituted at the 5 position by halo, haloalkoxy. 
haioalkyl, cyano, nitro, amino, hydrazido, alkylthio, alkenyl. aikj m l or R j ; 

(ix) ps rid-2-yl optionally substituted at the 5 position by halo, haloalkoxy. haioalkyl. 
cyano, nitro, amino, hydra/ado. alkylthio, alkenyl, alkynyl or R] ; 

(x) pyrid-3-yl optionally substituted at the 6 position by halo, haloalkoxy, haioalkyl 
cyano, nitro, amino, hydrazido, alkylthio. alkenyl alkynyl or Rj; 

(xi) benzofur-2-yI optionally substituted at the 3 position by amino, hydroxy, halo, 
aikyl, carboxy. eya.no, amido, aminoalky k alkoxy or alkylthio and at the 5 or 6 position by halo, 
haloalkoxy, haioalkyl, cyano, nitro, amino, hydrazido, alkylthio, alkenyl alkynyl or Rj j; 

(xh) indol-2-yl optionally substituted on the indole nitrogen atom by aikyl and 
optionaliy substituted at the 5 or 6 position by halo, haloalkoxy, haioalkyl, cyano, nitro, amino, 
hydrazido, alkylthio, alkenyl, alkynyl or Rjj; 

(xiii) indoI-6-yl substituted at the 5 position by amino, hydroxy, halo, aikyl, carboxy, 
aikoxycarbonyl, cyano, amido, aminoalkyl alkoxy or alkylthio and optionally substituted at the 3 
position by halo, haloalkoxy. haloaikyl cyano. nitro. amino, hydrazido, alkylthio, alkenyl, 
alkynyl orRjj; or 

(xiv) benzo{ bjthiophen-2-y I optionally substituted at the 3 position by amino, hydroxy, 
halo, aikyl, carboxy, cyano, amido. aminoalkyl, alkoxy or alkylthio and at the 5 or 6 position by 
halo, haloalkoxy. haioalkyl cyano, nitro, amino, hydrazido, alkylthio, alkenyl. alkynyl or Rjj; 

with the proviso that R2 cannot be aminoisoquinolyl 
or R2 is a group of formula (F) or (If) 




wherein X4 is 0 or S, and Rj3 is selected from hydrogen,, fJuoro, chloro and methyl; 
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-X-X- is -CONH-; 

R| is hydrogen, hydroxy, alkoxy, alkyl, alkylaminoalkyl, alkanoyl. hydroxyalkyl, 
alkoxyalkyl, alkoxycarbonyl. alkylammocarboiwl, alkylamino, carboxyi carboxymethyl, amido 
or amidomethyl; 

Rjj is hydrogen, hydroxy, alkoxy, alkyl, alkanoyl hydroxyalkyl, alkoxyalkyl 
aiko\\ carbom 1 al.kylami.no, carboxyi, carboxy methyl, amido or amidomethyl; 
Y ({he a -atom) is a CH group, 

Cy is an optionally R$ & substituted: phenyl group, or a phenyl group substituted by 

R 3i Xj; 

each R3 a independently is hydrogen, hydroxy I, alkoxy f aralkyloxy, alkyl, 
alkykminoalkyL hydroxy methyl, carboxy, alkoxyalkyl, alkoxy carbonyk aJkylarmnocarbonyL 
aminomethyl, CON.H.2, CH^CONH?, i 'I ~6C talkanoylamino, alkoxycarbonylamino, amino, halo, 
eyano, nitro, thiol, aikylthio, alkylsulphomi alkylsulphenyl, triazolyi, imidazolyl, letrazolyl, 
hydra/ido. alkylimida/.oivl. thm/.ohl alkylthiazolyl, alkvloxa/oiyL oxazolyl. 
alkylsulphonarnido, alkykiminosulphoriyl, aminos ulphonyl, haloalkoxy, haloalkyl, a group of the 
formula -C(X 3 )N(R I j )R 12 (wherein X 3 is O or S; and R 1 1 and R 1 2 are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pyrrol idm-l-y I, piperidin-l-yi or morpholino group), or -OCH2O- which is bonded to two 
adjacent ring atoms in Cy; 

Xj is a bond, O, NH or CH?; and 

R3i is phenyl, pyadyl or pyrimidim I optionally substituted by R3 a . 



41-46 (canceled): 



